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ABSTRACT : NEW MATERIALiThe compound of formula I (R^ is lower alky! or alkenyl; 
r2-r4 are H or lower alkyi). 

EXAMPLE: 1 -Ethyl-6-fluoro-7-(5-lsopropylidene-2,4-dloxo-1 ,3-oxa[zolidin-3-yl)-1 ,4- 
dihydro-4-oxoquinoline-3-carboxylic acid ethyl ester. 

USE: A drug having antibacterial activity against Gram-negative bacteria. 

PREPARATION: A compound of formula I wherein R^ is R^' can 

be produced by condensing a 7-aminoquinolinecarboxylic acid derivative of formula II 

(R^' is lower alky!) with an O-chlorocarbonyl-alkenylglycolic acid ester of 

formula III (R^ is R^') In the presence of a base in an organic 

solvent and heating or refluxing the resultant compound of formula IV in an organic solvent 
in the presence of a base. The obtained compound can be converted to another 
compound of formula I wherein R^ is H by selective hydrolysis with 
iodomethylsilane. 
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1680. 1615. 
□ .p. 180-^183 "C. 
7 



cooet 



HtN 



COOEt 



I - ju - B - y juit ^ - 1 - r ^ ^ tur 5 

iuHf V'Mix (0.668 . 2.0dooI)O X y — >u 
ffiiA (25aC) (0.5 oC) ^fiO;^. 3 I^Tal 

tio«ijazftL.fc. SI&WTa5 3<tl^fia*«:^ h y 

yi/A'Xj^y-/i/«^i&||tSALT. |i&&CD 1 - x 
^/l/-6 - 7;i'*D-7 ~T 5y -1.4->?fc Ka 
-4 - + y V >'-3 - ^iUrffyRlxf-ii/O 

»«felSiii (0.46g. <^^^2%) 

'H-NnRCCDCla-COiOD.rnS. J ppo) :8.S6(s,in). 
7.97(d. lU. J«r-n.7fi<). 7.07(d. ifl. J»,-6.3ns). 
4.44(q.2B. J-7.1B2). 4. 36 (q. 20. J«7.2Bs) . 1.54 
(t.3B. J-7.1B1). 1.40(t.3a. J-7.28S). 



IR(KBr. vco-») : 3490. 3320. 3020. 1720. 
1640. 

□ .p. 280^282 X 



#4«8 



cooet 



IIN 

I 

Ac 



COOEt 



i^%{«8iPi«6(Z)iti^c.fc*). i-ro/N'/i.# 

/U- 6 - 7/1^*0 - 7 - T-fef-it/T 5 y. - l,4-v? 
b Kd - 4 - * ^ / y y-3 - *ynffyfi|x 
^Vb (0.658 . 2.00001)3^^4 1 - y n juAr - 
6-7/b^D-7 --T5y-l,4-i^t Kd-4 - 
;#* + y + / y :^-3 - ;<^/i'jKV'Kx?-/uCDiRfe$$ 
& (0.53g. iR^935<) *f^/c. ' H-NMR (CDCl , - 
CDsOD.TNS. 6 ppo) : 8.68(a.lR). 7. 94 (d. 18, J»r 
-U.6fia). 7.00(d.lB. J|ir-4.6Hs). 5.02(d,2H.J 
«2.1Hs). 4.39(q.2R.J*7.0a2). 3.37 (br. s. 2n) . 
2.84 (d. IB. J«2.1Hz). 1.40(t.3B. J.7.0H2). 
IR(XBr. i/ca-*) : 3500. 3330. 3110. 2120. 
1715. 1640. 
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a. p. >300'C. 



OH 

COOHe 



0 

t! 

OCCl 

coon* 



l-n. CI. 76.. 12.0..OI) t^na«M I- 
a^^-.ui^S^'" (1-5 12.0..01) t® 

(2rf, 15.0..OO -SSnx-fca. aia7:4i*lBIIH 

aWltt*. (l.90g, 775<) •H-HMR(CDC.,. 
m. «PP.) :S.39(..IH). S.24U.JH). S.20<.. 

IB). 3.40(a.3H). 1.80<».3H) 

IR(,..l. »«-•) : 2990. 2970. 1782. 1755. 



OH 

CO I Me 



0 

II 

OCCl 
COtHe 



_ 3 - ^ :^;u-^y7^:/Bl> ^^^^ 9-0 

(i.sog. .Ri?8o%) 

(CDC1..TMS. dpp.) :5.77(-.lH). 5.40(s.lH). 
3.4l(s.3l1). 1.66(J.3U). 1.64(d,3H). 
IRUeat. :2990. 2970. 1780. 17.55. 
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«JKia^'to (10* 


7 J. 


J9 /J^ % W ^ ih t@ Bt 








^b^«lS^ 2 




O F L X 




Streptococcus pyogenes Cook 




^6.25 


26.25 


26.25 


1.56 


^ ia m 


PseudoQones aeruginosa IP0344S 




26.25 


26.25 


26.25 


^6.25 


^ m m 


P. aeruginosa NCTC 10490 




26.25 


26.25 


26.25 


1.56 


0 f& m 


P. aeruginosa PAO-1 




26.25 


26.25 


26.25 


1.56 


n m m 


P. aeruginosa AXIOS 




26.25 


26.25 


26.25 


3.13 


Sl B ^ 


Proteus vulgaris HX-19 




26.25 


212.5 


3.13 


0.025 



OFLX:9-7'U3|-o-10- (4-^f'i»'-l-t*-«7->'-/«') - 7- *4^V- 
2.3- t K P - 7B - e y K ( I. 2. 3 -do) (1.4] ^ * + * 5? ^ - 
6 - A # y H 
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